-86- 

Claims: 



i. 

in which 

R la , Rlt\ independently of one another, are hydrogen, C^-Cio alkyl, aryl, 

aralkyl, or together a -(CH2) m group, in which m is 2 to 5, 
R 2a , R 2b , independently of one another, are hydrogen, Cj-C^q alkyl, aryl, 

aralkyl, or together a -(CH2) n group, in which n is 2 to 5, or C2-C10 

alkenyl, or C2-C10 alkinyl, 
R3 is hydrogen, Ci -Ci q alkyl, aryl or aralkyl, and 
R 4 * R4b > independently of one another, are hydrogen, Cj-Ciq alkyl, aryl, 

aralkyl, or together a -(CH2) p group, in which p is 2 to 5, 
R 5 is hydrogen, C1-C10 alkyl, aryl, aralkyl, CO2H, CC^alkyl, CH 2 OH, 

CH 2 Oalkyl, CH 2 Oacyl, CN, CH 2 NH 2 , CH 2 N(alkyl, acyl) 1>2 , or 

CH 2 Hal, 
Hal is a halogen atom, 

R6, r7 ? i n each case, are hydrogen, or together an additional bond or together an 
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oxygen atom, or together an NH group, or together an N-alkyl group, or 
together a CH2 group, and 
G is an oxygen atom or CH2, 

D-E is a group H 2 C-CH 2 , HC=CH, OC, CH(OH)-CH(OH), CH(OH)-CH 2 , 

O 

CH 2 -CH(OH), HC_CH , 0-CH 2 , or, if G represents a CH 2 group, is 
CH 2 -0, 

W is a group C(=X)R8, or a bi- or tricyclic aromatic or heteroaromatic 
radical, 

L3 is hydrogen, or, if a radical in W contains a hydroxy! group, forms a 

group O-L 4 with the latter, or, if a radical in W contains an amino group, 
forms a group NR 25 -L 4 with the latter, 

R 25 

is hydrogen or C^-Ciq alkyl, 
X is an oxygen atom, or two OR 20 groups, or a C2-C10 alkylenedioxy 
group, which should be straight-chain or branched, or H/OR 9 , or a 
CRlORll group, 

R 8 is hydrogen, Cj-Ciq alkyl, aryl, aralkyl, halogen or CN, and 

R9 is hydrogen or a protective group PG^, 

RlO.Rll , in each case independently of one another, are hydrogen, 

c l" c 20 alkyl, aryl, or aralkyl, or together with a methylene carbon atom 

form a 5- to 7-membered carbocyclic ring, 
Z can represent oxygen or H/OR I 2 , 
Rl2 can represent hydrogen or a protective group PG^, 
A-Y can represent a group 0-C(=0), Q-CH 2 , CH 2 -C(=0), NR 21 -C(=Q) or 
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NR 21 -S0 2 , 

R 20 

can represent C1-C20 alkyl, 
R 21 can represent a hydrogen atom or C^-Ciq alkyl, 
PGX, PGY, and PG^ can represent a protective group PG, and 
L 1 , L 2 , L 4 , independently of one another, can represent hydrogen, a group 



C(=Q)C1, a group C(=S)C1, a group PG Y or a linker-recognition unit of 



general formula (IQ); 



with the condition that at least one substituent L 2 or L 4 represents a 



linker-recognition unit of general formula (III); 



the linker-recognition unit of general formula (III) has the following structure, 



alkyl, C1-C20 acyl, C1-C2Q acyloxy, aryl, aralkyl, hydroxy, alkoxy, 
CO2H, C02alkyl, halogen, CN, NO2, NH2, or N3, 
U can represent -C(=0)NR 23 -, -C(=S)NR 23 -, -C(=0)NR 23 -CH 2 -, 

-C(=S)NR 23 -CH 2 -, -C(=0)0-, -C(=S)0-, -C(=0)0-CH 2 -, -C(=S)0- 
CH 2 -, 

R 23 can represent hydrogen or Cj-Ciq alkyl, and 
EG is a recognition unit of general formula (IV): 




in which 



R 22a , R 22 b, independently of one another, can represent hydrogen, C1-C20 



-89- 




in which 

R 24 

can represent a group CH2OPG 4 or a group CO2R 26 , 
PG 1 , PG 2 , PG 3 , and PG 4 , independently of one another, can represent hydrogen 

or a protective group PG, 
R26 can represent hydrogen, C1-C20 alkyl, C1-C20 alkenyl, C4-C7 

cycloalkyl, which can contain an oxygen atom, aryl, aralkyl, tris(Ci-C20 

alkyl)silyl, bis(Ci-C 2 o alkyl)-arylsilyl, (C1-C20 alkyl)-diarylsilyl, or 

tris(aralkyl)-silyl, 

as a uniform isomer or a mixture of different isomers and/or as a pharmaceutically 
acceptable salt thereof. 

2. Conjugate according to claim 1, whereby: 

A-Y represents 0-C(=0) or NR 21 -C(=0), 

D-E represents an H2C-CH2 group or an HC=CH group, 

G represents a CH2 group, 

Z represents an oxygen atom, 

R la , R lb in each case represent Cj-Ciq alkyl or together a -(CH2)p group with 

p equal to 2 or 3 or 4, 
R 2a , R 2b , independently of one another, represent hydrogen, Ci-Ciq alkyl, C2- 

Cjo alkenyl, or C2-C10 alkinyl, 
R3 represents hydrogen; 

R 4a , R4b ? independently of one another, represent hydrogen or Cj-Ciq alkyl; 
R5 represents hydrogen or C1-C4 alkyl or CH2OH or CH2NH2 or 
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CH 2 N(alkyl, acyl) 1>2 or CH 2 Hal, 
R6 and R7 together represent an additional bond or together an NH group 
or together an N-alkyl group or together a CH2 group or together an 
oxygen atom, 

W represents a group C(=X)R 8 or a 2-methylbenzothiazol-5-yl 

radical or a 2-methylbenzoxazol-5-yl radical or a quinolin-7-yl radical or 
a 2-aminomethylbenzothiazol-5-yl radical or a 2- 

hydroxymethylbenzothiazol-5-yl radical or a 2-aminomethylbenzoxazol- 
5-yl radical or a 2-hydroxymethylbenzoxazol-5-yl radical, 
X represents a CR^rI 1 group, 

R 8 represents hydrogen or C1-C4 alkyl or a fluorine atom or a 
chlorine atom or a bromine atom, 

RlO/Rll 

represent hydrogen/2-methylthiazol-4-yl or hydrogen/2-pyridyl 
or hydrogen/2-methyloxazol-4-yl or hydrogen/2-aminomethylthiazol-4-yl 
or hydrogen/2-aminomethyloxazol-4-yl or hydrogen/2 - 
hydroxymethylthiazol-4-yl or hydrogen/2-hydroxymethyloxazol-4-yl. 

3. Conjugate according to claim 1, whereby: 

R 22a R 22b represent Ci-Cg-alkyl, Cx-Cg-alkoxy, halogen, nitro, CN, N3, NH 2 , 
orC0 2 -(Ci-C8-alkyl). 

4. Conjugate according to claim 1, whereby: 
R 26 represents C 1 -Cg-alkyl or C2-Cg-alkenyl. 

5. Conjugate according to claim 1, whereby: 
R 2a 

represents hydrogen and R 2 ^ represents Cj-C7-alkyl, C2-C7-alkenyl or 
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C2-C7-alkinyl; or R2b represents hydrogen and R2a represents C1-C7- 
alkyl, C2-C7-alkenyl or C2-C7-alkinyl. 

6. Conjugate according to claim 1, whereby: 

R 2 2a 5 R22b represent methyl, ethyl, propyl, i-propyl, tert. butyl, CF3, C2F5, F, 
CI, nitro, CN, N3, NH2, C02-methyl, CC>2-ethyl, C02-propyl or CC>2-i- 
propyl. 

7. Conjugate according to claim 1, whereby: 

R 2 ^ represents methyl, ethyl, propyl, i-propyl, t-butyl, CF3, propenyl or 
butenyL 

8. Conjugate according to claim 1, whereby: 

R2a represents hydrogen, and R 2 t> represents methyl, ethyl, propyl, i-propyl, 
propenyl, butenyl, propinyl or butinyl; or R 2 ^ represents hydrogen, and 
R2a represents methyl, ethyl, propyl, i-propyl, propenyl, butenyl, 
propinyl or butinyl. 

9. Conjugate according to claim 1, whereby the effector element is selected from 
the group that consists of: 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydrox^ 
2-(2-methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-thiazol-4- 
y 1)- 1 -methyl -vinyl] -5 ,5 ,7 ,9, 1 3-pentamethy 1-oxacyclohexadec- 1 3-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-16-[2-(2-Aminome 
4,8-dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 
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(1S,3S(E),7S,10R,11S,12S,16R)-7,11-D^^ 
[l-methyl-2-(2-methyl-thiazol-4-yl^^^ 
dione; 

(lS3S(E)JSJ0RJlSJ2S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
thiazol-4-yl)-l -methyl- viny^ 
heptadecane-5, 9-di one; 

(lS3S(E)JSJ0RJlSJ2SJ6R)-3-[2-(2-Aminomethyl-thiazol-4-yl)-l-methyl- 
vinyl]-7Jl-dihydro^y-8,8J0J2,16-pentamethyl-4,17-dioxa-bicyclo[14.L0]- 
heptadecane-5 ,9-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy^ 
methyl-2-(2-methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-thiazol-4- 
yl)-l-methyl-vinyl]-7-ethyl-5,5,9J3-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-16-[2-(2-Amin^ 
4,8-dihydroxy-7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(E),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[l-methyl-2-(2-^^ 
heptadecane-5 ,9-dione ; 

(lS,3S(E)JSa0RJlSJ2S,16R)-7,ll-Dihydroxy-3-[2-(2.hydroxymethyl- 
thiazol-4-yl)-l-methyl-vinyl]-10-ethyl-8,8J2J6-tetramethyl-4J7-dioxa- 
bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S(E),7S,10R,llS,12S,16R)-3-[2-(2-Am^^ 
vinyl]-7,ll-dihydroxy-10-ethyl-8,8,12^ 
heptadecane-5, 9-dione; 
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(4SJR,8S,9SJ3ZJ6S(Z))-4,8-Dihydroxy-5,5J,9,13-pentamethyl«16-[l-fluoro- 
2-(2-methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy^^^^ 
yl)-l-fluoro-vinyl]-5,5J,9J3-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3Z46S(Z))-16-[2K2-A^ 
4,8-dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS3S(Z)JSJ0RJlSJ2SJ6R>7,ll-Dihydroxy-8,8,10,12,16-pentamethyl-3- 
[l-fluoro-2-(2-methyl-thiazol-4-yl)-vinyl]-4J7-dioxa-bicyclo[14J.0]heptadecane-5,9- 
dione; 

(lS,3S(Z)JSJ0RJlSJ2S46R)-7Jl-Dihydroxy-3-[2-(2-hydroxymethyl- 
thiazol-4~yl)-l-fluoro-vinyl]-8,840J2J6-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(lS3S(Z)JSJ0RJlS42SJ6R)-3-[2K2-Aminomethyl-thiazol-4-yl)-l-fluoro- 
vinyl]-7Jl-dihydroxy-8,8J0J2J6-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5 , 9-dione ; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-^^ 
2-(2-methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydro^^ 
yl)- 1 -chloro- vinyl]-5 ,5 ,7,9, 1 3-pentamethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-16-[2-(2-Amm^^ 
4,8-dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(Z),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-8,8,10,12,16-pentame^ 
[l-chloro-2-(2-methyl-thiazol-4-yl)-vinyl]-4,17-dioxa-bicyclo[14J.0]heptade 
dione; 
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(1S ,3S(Z),7S , 10R, 1 1 S, 1 2S, 1 6R)-7, 1 1 -Dihydroxy-3-[2-(2-hydroxymethyl- 
thiazol-4-yl)-l-chloro-vinyl]-8,8, 10,12, 16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-3-[2-(2-Aminomethyl-thiazol-4-yl)-l-chloro- 
vinyl]-7,ll-dihydroxy-8,8,10,12,16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
fluoro-2-(2-methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-thiazol-4- 
yl)-l-fluoro-vinyl]-7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-16-[2-(2-Aminomethyl-thiazol-4-yl)-l-fluoro-vinyl]- 
4,8-dihydroxy-7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[l-fluoro-2-(2-methyl-thiazol-4-yl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
thiazol-4-yl)- 1-fluoro-vinyl]- 10-ethyl-8,8, 1 2, 1 6-tetramethyl-4, 17-dioxa-bicyclo[ 14. 1 .0]- 
heptadecane-5 ,9-dione ; 

( 1 S,3S(Z),7S , 10R, 1 1 S, 1 2S,1 6R)-3-[2-(2-Aminomethyl-thiazol-4-yl)- 1 -fluoro- 
vinyl]-7, 1 1-dihydroxy- 10-ethyl-8,8, 12,1 6-tetramethyl-4, 1 7-dioxa-bicyclo[14. 1 .0]- 
heptadecane-5 ,9-dione ; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
chloro-2-(2-methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 



-95- 



(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-thiazol-4- 
yl)-l-chloro-vinyl]-7-ethyl-5,5,9,13-te^^ 

(4S,7R,8S,9S,13ZJ6S(Z))-16-[2-(2-Aminom^^ 

4.8- dihydroxy-7-ethy 1-5 ,5,9, 1 3-tetramethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[l-chloro-2-(2-^ 
heptadecane-5,9-dione; 

(lS,3S(Z),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
thiazol-4-yl)-l-chloro-vinylH^ 
heptadecane-5,9-dione; 

(lS,3S(Z),7S,10R,llS,12S,16R)-3-^ 
vinyl]-7,ll-dihydroxy-10-ethyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[^ 
heptadecane-5 ,9-dione ; 

(4S,7R,8S,9SJ3Z,16S(E))-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16-[l-methyl- 
2-(2-pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S(E),7S,10R,11S,12S,16R)-7,11^^ 
[l-methyl-2-(2-pyridyl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydrox 
methyl-2-(2-pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(E),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[l-methyl-2-(2-pyri^ 

5.9- dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16^ 
2-(2-pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 
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(lS,3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-8,8,10,12,16-pentamethyl-3- 
[ 1 -fluoro-2-(2-pyridyl)-viny 1] -4, 1 7-dioxa-bicyclo[ 1 4. 1 .0]heptadecane-5 ,9-dione ; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16-[l-chloro- 
2-(2-pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(Z),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-8,8,10,12,16-pentamethyl-3- 
[l-chloro-2-(2-pyridyl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
fluoro-2-(2-pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 

tetramethyl-3-[l-fluoro-2-(2-pyridyl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9- 
dione; 

(4S,7R,8S,9S ) 13Z,16S(Z))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
chloro-2-(2-pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(lS ) 3S(Z),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 

tetramethyl-3-[l-chloro-2-(2-pyridyl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]heptadecane- 
5,9-dione; 

(4S ) 7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16-[l-methyl- 
2-(2-methyl-oxazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-oxazol-4-yl)- 
l-methyl-vinyl]-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-16-[2-(2-Aminomethyl-oxazol-4-yl)-l-methyl-vinyl]- 
4,8-dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 
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(1S,3S(E),7S,10R,11S,12S,16R)-7,H 

[l-methyl-2-(2-methyl-oxazol-4-yl)-vinyl]-^^ 
dione; 

(lS,3S(E),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
oxazol-4-yl)-l-methyl-vinyl]-8,8,10,12J^ 
heptadecane-5,9-dione; 

(lS,3S(E)JSJ0RJlSJ2SJ6R)-3-[2-(2-Aminomethyl-oxazol-4-yl)-l-methyl- 
vinyl]-741-dihydroxy-8,8J0J2J6-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(4SJR,8S,9SJ3Z,16S(E))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
methyl-2-(2-methyl-oxazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9Sa3ZJ6S(E))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-oxazol-4-yl)- 
l-methyl-vinyl]-7-ethyl-5 ,5 ,9, 1 3-tetramethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-16-[2-(2-AminomeA^^ 
4,8-dihydroxy-7-ethyl-5,5,9J3-telxamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(E),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[l-methyl-2-(2-methyl-ox^^ 
heptadecane-5,9-dione; 

(lS3S(E)JS40RJlSa2S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
oxazol-4-yl)- 1 -methyl- vinyl]- 1 O-ethy 1-8 ,8 , 12,1 6-tetramethy 1-4, 1 7-dioxa- 
bicyclo[14. 1 .0]heptadecane-5,9-dione; 

(lS,3S(E),7S,10R,llS,12S,16R)-3-[2-(2-Aminomethyl-oxazol-4-yl)-l-me 
vinyl]-7,ll-dihydroxy-10-ethyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 



-98- 



(4SJR,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16-[l-fluoro- 
2-(2-methyl-oxazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 
(4SJR,8S,9SJ3ZJ6S(Z))-4,8-Dihydro^^ 

1- fluoro-vinyl]-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S(Z)H6-[2-(2-Am^ 
4,8-dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS3S(Z)JSa0RJlSJ2S,16R)-7,ll-Dihydroxy-8,8,10,12,16-pentamethyl-3- 
[l-fluoro-2-(2-methyl-oxazol-4-yl)-vinyl]-4J7-dioxa-bicyclo[14.L0]heptadecane-5,9- 
dione; 

(1S3S(Z)/7S J0R,1 1S,12S,16R)^ 
oxazol-4-yl)-l-fluoro-vinyl]-8,8J0^ 
heptadecane-5,9-dione; 

(lS3S(Z)JSJ0RaiSJ2SJ6R)-3-[2-(2-Aminomethyl-oxazol-4-yl)-l-fluoro- 
vinyl]«7,ll-dihydroxy-8,8,10,12,16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(4SJR^S,9SJ3ZJ6S(Z))-4,8-Dihydroxy-5,5J^^ 

2- (2-methyl-oxazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9Sa3ZJ6S(Z))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-oxazol-4-y 
l-chloro-vinyl]-5,5J,9J3-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3Z46S(Z))-16-[2-(2-Am 
4,8-dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(Z)JSJ0RJlSJ2Sa6R)-7Jl-Dihydroxy-8,8a0,12,16-pentamethyl-3- 
[l-chloro-2-(2-methyl<>xazol-4-yl^ 
dione; 
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(lS ) 3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
oxazol-4-yl)-l-chloro-vinyl]-8,8,10,12,16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5 ,9-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-3-[2-(2-Aminomethyl-oxazol-4-yl)-l-chloro- 
vinyl]-7,ll-dihydroxy-8,8,10,12,16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
fluoro-2-(2-methyl-oxazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-oxazol-4-yl)- 
l-fluoro-vinyl]-7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-16-[2-(2-Aminomethyl-oxazol-4-yl)-l-fluoro-vinyl]- 
4,8-dihydroxy-7-ethyl-5 ,5,9, 1 3-tetramethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(lS,3S(Z),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 

tetramethyl-3-[l-fluoro-2-(2-methyl-oxazol-4-yl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(lS,3S(Z),7S ) 10R,HS,12S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl- 
oxazol-4-yl)- 1 -Huoro- vinyl]- 10-ethyl-8,8, 12,1 6-tetramethyl-4, 17-dioxa- 
bicyclo[14.1.0]heptadecane-5 ,9-dione; 

(lS,3S(Z),7S,10R,HS,12S,16R)-3-[2-(2-Aminomethyl-oxazol-4-yl)-l-fluoro- 
vinyl]-7, 1 1 -dihydroxy- 10-ethyl-8,8, 1 2, 1 6-tetramethyl-4, 1 7-dioxa-bicyclo[14. 1 .0]- 
heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S(Z))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16-[l- 
chloro-2-(2-methyl-oxazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 
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(4SJR,8S,9S43ZJ6S(Z))-4,8-Dihydroxy-16-I2-(2-hydroxymethyl-oxazoM-yl> 
l-chloro-vinyl]-7-ethyl-5,5,9J3-tetramethyl-oxacyclohexadec-13-ene-2,6-di 

(4SJR,8S,9SJ3ZJ6S(Z))-16-[2-(2-Ami™^ 
4,8«dihydroxy-7-ethyl-5,5,9J3-tetramethyl-oxacyclohexadec-13-ene-2 

(lS,3S(Z),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[l-chloro-2-(2-methyl-oxazol-4-yl)-vinyl]-4J7-dioxa-bicy 
heptadecane-5 ,9-dione ; 

(lS,3S(Z),7S s 10R,llS,12S,16R)-7,ll-Dihydroxy-3-[2-(2-hydroxymethyl. 
oxazol-4-yl)-l-chloro-vinyl]-10-ethyl-8,842J6-tetramethyl-4,17-dioxa- 
bicyclo[14.1.0]heptadecane-5 ,9-dione; 

(lS3S(Z)JSJ0RJlSJ2SJ6R)-3-[2-(2-Aminome^ 
vinyl]-7,ll-dihydroxy-10-ethyl-8,8,^^ 
heptadecane-5,9-dione; 

(4SJR,8S,9SJ3ZJ6S(E)M,8-Dihydro^^ 
methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy 
yl)-vinyl]-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S(E))-16-[2-(2-Aminom 
dihydroxy-5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S(E),7S,10R,11S,12S,16R)-7,11-^^ 
[2-(2-methyl-thiazol-4-yl)-vinyl]^ 

(1S,3S(E),7S,10R,11S,12S,16R)-7,11^^ 
thiazol-4-yl)-vinyl]-8,8,10,12,16-pentam^^ 
5,9-dione; 
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(lS,3S(E),7S,10R,llS,12S,16R)-3-[2-(2-Ar^ 
dihydroxy-8,8,10,12,16-pentamethy^ 

(4SJR,8S,9SJ3ZJ6S(E))-4,8-Dihydroxy-7-ethyl-5,5,9J3-tetramethyl^ 
methyl-thiazol-4-yl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S(E))-4,8-Dihydroxy-16-[2-(2-hydroxymethyl-thiazol-4- 
yl)-vinyl]-7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S(E))-16-[2<2-Aminomethyl-thiazol-4-yl)-vinyl]-4 5 8- 
dihydroxy-7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S(E),7S,10R,11S,12S,16R)-7,11-D^ 
tetramethyl-3-[2-(2-methyl-thia^ 
5,9-dione; 

(1S,3S(E),7S,10R,11S,12S,16R)-7,11-Dihydroxy 
thiazol-4-yl)-vinyl]-10-et^ 
heptadecane-5 ,9-dione ; 

(lS,3S(E),7S,10R,llS,12S,16R)-3-[2-(2-^ 
dihy droxy- 1 0-ethy 1-8 ,8 , 12,1 6-tetramethy 1-4, 1 7-dioxa-bicyclo[ 1 4. 1 .0]heptadecane-5 ,9- 
dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16-[2- 
pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S(E),7S,10R,llS,12S,16R)-7,ll-Dihydroxy-8,8,10,12,16-pentamethyW 
[2-(2-pyridyl)-vinyl]-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S(E))-4,8-Dihydroxy-7-ethyl-5,5,9,13-tetramethyl-16 
pyridyl)-vinyl]-oxacyclohexadec-13-ene-2,6-dione; 
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(lS,3S(E),7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16- 
tetramethyl-3-[2-(2-pyridyl)-vinyl^^ 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-5,5J,9J3-pentamethyl-16K2-methyl- 
benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-16-(2^^ 
5,5,7,9, 13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-16-(2-Aminomethyl^^ 
5,5,7,9, 13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S,7S,10R41S,12S,16R)-7,11-Dihyd^ 
methyl-benzothiazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-8,8,10,12,16-penta^ 
5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-3K2-Aminomethyl-benzothiazol-5-yl)-7,ll- 
dihydroxy-8,8, 10, 12, 1 6-pentamethyl-4, 1 7-dioxa-bicyclo[ 14. 1 .0]heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7-^ 
methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydro^ 
7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-16-(2-Aminome^^ 
7-ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S,7S,10R,11S,12S,16R)-7,11-Dihydr^^^ 
(2-methyl-benzothiazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 
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(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-ethyl-8,8J2J6-tetramethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(lS3SJSJ0R41Sa2SJ6R)-3^2-Aminomethyl-benzothiazol-5-yl)-7,ll- 
dihy droxy- 1 0-ethy 1- 8 ^ J 24 
dione; 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-7-propyl-5,5,9J3-tetramethyl-16-(2- 
methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-4^-Dihydroxy-16-(2-hydroxymethyl-benzothiazol-5«yl> 
7-propyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-16-(2-Aminomethyl-benzothiazol-5-yl)-4,8-dihydroxy- 
7-propyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3SJSJ0RJlS42SJ6R)-7,ll-Dihydroxy-10-propyl-8,8,12,16-tetramethyl- 
3-(2-methyl-benzothiazol-5-yl)-4,17-dioxa-bicyclo[14.L0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,H-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-propyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.L0]- 
heptadecane-5,9-dione; 

(lS3SJSa0RJlS42SJ6R>3<2-Aminomethyl-benzothiazol-5-yl)-7,ll- 
dihydroxy-10-propyl-8,8J2J6-tetramethyl-4J7-dioxa-bicyclo[14J.0]heptadecane-5,9- 
dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7-butyl-5,5,9,13-tetramethyl-16-(2- 
methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-16-^^ 
7-buty 1-5 ,5 ,9, 1 3-tetramethy 1-oxacy clohexadec- 1 3-ene-2 ,6-dione ; 
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(4SJR,8S,9SJ3ZJ6S)-16-(2-Anunom 
7-butyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS3SJS40RJlSJ2SJ6R)-7ai-Dihydro^^ 
(2-methyl-benzothiazol-5-yl)-4, 17-dioxa-bicyclo[14. 1 .0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-butyl-8,8J2J6-tetramethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(lS3SJSa0RaiSJ2SJ6R)-3-(2-Aminomethyl-benzothiazol-5--yl)-7,ll- 
dihydroxy-10-butyl-8,8J2J6-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9- 
dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7^allyl-5,5,9,13-tetramethyl-16-(2- 
methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9S43ZJ6S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzothiazol^ 
7-allyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3Z46S)-16-(2-Aminomethyl-benzothiazol-5-yl>4,8-dihydroxy- 
7-allyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S3SJS40RJ1SJ2SJ6R)-7J1-Di^ 
(2-methyl-benzothiazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-allyl-8,8J2J6-tetramethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(1S,3S,7S ,10R,1 1S,12S ,16R)-3-(2-Aminomethyl-benzothiazol-5-yl)-7 ,1 1- 
dihydroxy-10-allyl-8,8J2J6-tetram^^ 
dione; 
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(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-7-prop-2-inyl-5,5,9,13-tetramethyl-16- 
(2-methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-16-^ 
7-prop-2-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-16-(2-Aminomethyl-benzothiazol-5-yl)-4,8-dihydroxy- 
7-prop-2-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS3SJS40RaiS,12S,16R>7,ll-Dihydroxy.l0-prop-2-inyl-8,8,12,16- 
tetramethyl-3-(2-methyl-benzothia^ 
dione; 

(lS,3S,7S,10R,HS,12S,16R>7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-prop-2-inyl-8,8,12,16-tetramethyl-4,17-dioxa- 
bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS3SJSJ0RaiSJ2SJ6R>3-(2-Aminomethyl-benzothiazol-5-yl)-7Jl^ 

dihydroxy-10-prop-2-inyl-8,8J2J6-tetramethyl-4,17-dioxa-bicyclo[14.1.0]- 
heptadecane-5 ,9-di one ; 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-7-but-3-enyl-5,5,9J3-tetramethyl-16-(2- 
methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzothiazol-5 
7-but-3-enyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR3S,9SJ3ZJ6S)-16K2-Aminomethyl-benzothiazol-5-yl>4,8-dihydroxy- 
7-but-3-enyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S,7S,10R,11S,12S,16R)-7J 

tetramethyl-3-(2-methyl-benzo^^ 
dione; 
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(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-but-3-enyl-8,8J2J6-tetramethyl-4J7-dioxa-bicyclo[14J.0]- 
heptadecane-5,9-dione; 

(lS3SJSJ0RJlS42S46R)-3-(2-Aminomethyl-benzothiazol-5-yl)-7,ll- 
dihydroxy-10-but-3-enyl-8,8J2J6-tetramethyl-4J7-dioxa-bicyclo[14.L0]heptadecane- 
5,9-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7^^^ 
methyl-benzothiazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9Sa3ZJ6S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzothiazol-5-yl)- 
7-but-3-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3Z,16S)-16-(2-Aminomethyl-benzothiazol-5-yl)-4,8-dihydroxy- 
7-but-3-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(1S,3S,7S,10R,11S,12S,16R)-7,11-Dihydrox^ 
tetramethyl-3-(2-methyl-benzothiazol^ 
dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl- 
benzothiazol-5-yl)-10-but-3-inyl-8,8, 12,16^^ 
heptadecane-5,9-dione; 

(1S,3S,7S,10R,11S,12S,1 6R)-3 -(2- Aminomethy l-benzothiazol-5 -y l)-7 ,11- 
dihydroxy-10-but-3-inyl-8,8,12,16-teto^ 
5,9-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-5,5,7,9,13-pentamethyl-16-(2-methyl- 
benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 
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(4S ,7R,8S ,9S , 1 3Z, 1 6S)-4,8-Dihydroxy- 16-(2-hydroxymethyl-benzoxazol-5-yl)- 
5,5,7,9, 13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S ,7R,8S ,9S , 1 3Z, 16S)- 1 6-(2- Aminomethyl-benzoxazol-5-yl)-4,8-dihydroxy- 
5,5,7,9,13-pentamethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-8,8,10,12,16-pentamethyl-3-(2- 
methyl-benzoxazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

( 1 S ,3S,7S, 10R, 1 1 S, 1 2S, 1 6R)-7, 1 1 -Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl)-8,8,10,12,16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-3-(2-Aminomethyl-benzoxazol-5-yl)-7,ll- 
dihydroxy-8,8,10,12,16-pentamethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7-ethyI-5,5,9,13-tetramethy]-16-(2- 
methyl-benzoxazol-5-yl)-oxacyclohexadec- 1 3-ene-2,6-dione; 

(4S ,7R,8S ,9S , 1 3Z, 1 6S)-4,8-Dihydroxy- 16-(2-hydroxymethyl-benzoxazol-5-yl)- 
7-ethyl-5,5 ,9, 1 3-tetramethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(4S ,7R,8S,9S , 1 3Z, 1 6S)- 1 6-(2-Aminomethyl-benzoxazol-5-yl)-4,8-dihydroxy-7- 
ethyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-ethyl-8,8,12,16-tetramethyl-3- 
(2-methyl-benzoxazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl)-10-ethyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-3-(2-Aminomethyl-benzoxazol-5-yl)-7,ll- 
dihydroxy-10-ethyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9- 
dione; 



-108- 



(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7-propyl-5,5 ) 9,13-tetramethyl-16-(2- 
methyl-benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R ) 8S ) 9S,13Z,16S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzoxazol-5-yl)- 
7-propyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-16-(2-Aminomethyl-benzoxazol-5-yl)-4,8-dihydroxy-7- 
propyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS.SSJSJOR.llS.nsaeRH.ll-Dihydroxy-lO-propyl-S^.n.ie-tetramethy]- 
3-(2-methyl-benzoxazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S ) 10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl)-10-propyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

( 1 S ,3S ,7S , 1 OR, 1 1 S , 1 2S , 1 6R)-3-(2- Aminomethyl-benzoxazol-5-yl)-7 ,11- 

dihydroxy-10-propyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9- 
dione; 

(4S,7R,8S,9S ) 13Z,16S)-4,8-Dihydroxy-7-butyl-5,5,9,13-tetramethyl-16-(2- 
methyl-benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzoxazol-5-yl)- 
7-butyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S ,7R,8S ,9S , 1 3Z, 1 6S)- 1 6-(2- Aminomethyl-benzoxazol-5-yl)-4,8-di hydroxy-7- 
butyl-5 ,5,9,13 -tetramethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-butyl-8,8,12,16-tetramethyl-3- 
(2-methyl-benzoxazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl)-10-butyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 
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( 1 S ,3S ,7S , 1 OR, 1 1 S , 1 2S , 1 6R)-3-(2- Aminomethyl-benzoxazol-5-y l)-7, 1 1 - 
dihydroxy-10-butyl-8,8,12,16-tetramethyl-4,17-clioxa-bicyclo[14.1.0]heptaciecane-5,9- 
dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7-allyl-5,5,9,13-tetramethyl-16-(2- 
methyl-benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzoxazol-5-yl)- 
7-allyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R > 8S,9S,13Z,16S)-16-(2-Aminomethyl-benzoxazol-5-yl)-4,8-dihydroxy-7- 
allyl-5,5,9, 1 3-tetramethyl-oxacyclohexadec- 1 3-ene-2,6-dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-10-allyl-8,8,12,16-tetramethyl-3- 
(2-methyl-benzoxazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9-dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl)- 1 0-allyl-8,8, 1 2, 1 6-tetramethyl-4, 1 7-dioxa-bicyclo [ 14. 1 .0] heptadecane-5 ,9-dione ; 

(lS,3S,7S,10R,llS,12S,16R)-3-(2-Aminomethyl-benzoxazol-5-yl)-7,ll- 
dihydroxy-10-allyl-8,8,12,16-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9- 
dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-7-prop-2-inyl-5,5,9,13-tetramethyl-16- 
(2-methyl-benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzoxazol-5-yl)- 
7-prop-2-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-16-(2-Aminomethyl-benzoxazol-5-yl)-4,8-dihydroxy-7- 
prop-2-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 
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(lS3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-prop-2-inyl-8,8,12,16- 
tetramethyl-3-(2-methyl-benzoxazol-5-yl)^ 
dione; 

(lS3SJSJ0R,llS,12S,16R)-7,ll-Dihydroxy-3-(2>hydroxymethyl-benzoxazol- 
5-yl)-10-prop-2-inyl-8,8J2J6-tetramethyl-447-dioxa-bicyclo[14.L0]heptade 
dione; 

(lS3SJSJ0RJlS42S46R)-3-(2-Aminomethyl-benzoxazol-5-yl)-7,ll- 
dihydroxy-10-prop-2-inyl-8,8J2J6-tetramethyl-4,17-dioxa«bicyclo[14.1.0]- 
heptadecane-5,9-dione; 

(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-7^ 
methyl-benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4S,7R,8S,9S,13Z,16S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzoxazoI-5-yl)- 
7-but-3-enyl-5,5,943-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR3S,9SJ3Z46S)-16-(2-Aminomethyl-benzoxazol-5-yl)-4,8-dihydroxy-7- 
but-3-enyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-but-3-enyl-8,8,12,16- 
tetramethyl-3-(2-methyl-benzoxazol-5^ 
dione; 

(lS3SJSJ0R,llS,12S,16R)-7,ll>Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl)-10-but-3-enyl-8,8J2J6-tetramethyl-4J7-dioxa-bicyclo[14.1.0]heptadeca 
dione; 

(lS,3SJSa0R,llS,12S,16R)-3-(2-Aminomethyl-benzoxazol-5-yl)-7,ll- 
dihydroxy-10-butO-enyl-8,8J2J6-tetra^ 
5,9-dione; 
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(4SJR,8S,9SJ3ZJ6S)-4,8-Dihydroxy-7-but-3-inyl-5,5,943-tetramethyl-16^(2- 
methyl-benzoxazol-5-yl)-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR^S,9S,13Z,16S)-4,8-Dihydroxy-16-(2-hydroxymethyl-benzoxazoI-5-yl)- 
7-but-3-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(4SJR,8S,9SJ3ZJ6S)-16^2-Aminomethyl-benzoxazol-5-.yl>4,8-dihydroxy-7- 
but-3-inyl-5,5,9,13-tetramethyl-oxacyclohexadec-13-ene-2,6-dione; 

(lS,3S,7S,10R,llS,12S,16R)-7,ll-Dihydroxy-10-but-3-inyl-8,8,12,16- 
tetramethyl-3-(2-methyl-benzoxazol-5-yl)-4,17-dioxa-bicyclo[14.1.0]heptadecane-5,9- 
dione; 

(lS,3S,7S,10R,HS,12S,16R)-7,ll-Dihydroxy-3-(2-hydroxymethyl-benzoxazol- 
5-yl>10-but-3-inyl-8,8J2J6-tetramethyl-4J7-dioxa-bicyclo[14J.0]heptade 
dione; 

(lS3SJSJ0RJlSa2Sa6R)-3-(2-Aminomethyl-benzoxazol-5-yl)-7,ll- 
dihydroxy-10-but-3-inyl-8,8J2J6-tetramethyl-4,17-dioxa-bicyclo[14.1.0]heptadecane- 
5,9-dione; 

whereby the hydrogen atoms in the above-mentioned effector elements are 
replaced by radicals L*-L 3 in the positions indicated in formula (I). 

10. Conjugate according claim 1, whereby the conjugate contains more than one 
recognition unit, and whereby the recognition units are identical. 

11. A linker-recognition unit of general formula (III 1 ): 




in which 



RG* represents an Q=C=N group or an S=C=N group or an 
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0=C=N-CH2 group or an S=C=N-CH2 group; and 
R 22a , R22b anc i EG have the meanings that are mentioned in claim 1; 
or a linker-recognition unit of general formula (III 2 ): 




in which 



RG 2 represents an HO-CH2 group or an HNR 2 3-CH2 group; and 
R 22a , R 22b and EG have the meanings that are mentioned in claim 1; 



but with the condition that the following compounds are not included: 

(4-Hydroxymethyl)phenyl-2,3,4,6-tetra-0-acetyl-a-D-galactopyranoside; 
(2-Hydroxymethyl)phenyl-2,3,4,6-tetra-0-acetyl-a-D-galactopyranoside; 
(4-Hydroxymethyl)phenyl-2,3,4-tri-0-acetyl-p-D-glucuronide-6-methyl ester; 
(2-Hydroxymethyl)phenyl-2,3,4-tri-0-acetyl-P-D-glucuronide-6-methyl ester; 
(4-Hydroxymethyl)phenyl-2,3,4,6-tetra-0-acetyl-P-D-glucopyranoside; 
(2-Hydroxymethyl-4-nitro)phenyl-2,3,4,6-tetra-0-acetyl-a-D-galactopyranoside; 
(4-Hydroxymethyl-2-nitro)phenyl-2,3,4,6-tetra-0-acetyl-a-D-galactopyranoside; 
(2-Hydroxymethyl-4-nitro)phenyl-2,3,4-tri-0-acetyl-p-D-glucuronide-6-methyl 

ester; 

(4-Hydroxymethyl-2-nitro)phenyl-2,3,4-tri-0-acetyl-P-D-glucuronide-6-methyl 

ester; 

(2-Chloro-4-hydroxymethyl)phenyl-2,3,4,6-tetra-0-acetyl-a-D- 
gal ac topyranoside ; 
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(2-Chloro-4-hydroxymethyl)ph 

ester; 

or a linker-recognition unit of general formula (III 3 ): 



in which 

RG 3 represents a Hal-C(=0)-CH2 g rou P or a Hal-C(=S)-CH2 group or an 

r27_ C ( =0 )-0-C(=0)-CH 2 group or an R 27 -C(=0)-0-C(=S)-CH 2 group 



but with the condition that the following compounds are not included: 

2,5-Dioxopyrrolidin-l-yl-[4-(2,3,4,6-tetra-0-acetyl-a-D-galactopyranosyl)- 
benzyl]carbonate; 

2,5-Dioxopyrrolidin-l-yl-[2-(2,3,4,6-tetra-0-acetyl-a-D-galactopyranosyl)- 
benzy 1] c arbonate ; 

2,5-Dioxopyrrolidin-l-yl-[4-((2,3,4-tri-0-acetyl-p-D-glucopyranosyl)- 
methyluronate)benzyl]carbonate; 

4-Nitrophenyl-[2-((2,3,4-tri-0-acetyl-p-D-glucopyranosyl)methyluronate)- 
benzyl]carbonate; 

2,5-Dioxopyrrolidin-l-yl-[4-(2,3,4,6-tetra-0-acetyl-p-D-glucopyranosyl)- 
benzyl]carbonate; 




R 22a 




R 27 is C^-Cio alkyl, aryl or aralkyl; and 

R 22a , R 22b and EG have the meanings that are mentioned in claim 1 ; 
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4-Nitrophenyl-[2-(2,3,4,6-tetra-0-acetyl-a-D-galactopyranosyl)-5- 
nitrobenzyl]carbonate; 

4-Nitrophenyl-[2-((2^,4-tri-0-acetyl-p-D-glucopyranosyl)methyluronate)-5- 
nitrobenzy l]carbonate ; 

4-Nitrophenyl-[4-methoxy-5-nitro-2-((2,3,4-tri-0-acetyl-P-D- 
glucopyranosyl)methyluronate)benzyl]carbonate; 

4-Nitrophenyl-[4-((23,4-tri-0-acetyl-P-D-glucopyranosyl)methyluronate)-5- 
nitrobenzyl]carbonate; 

4-Chlorophenyl-[2-((2,3,4^ri-0-acetyl-P-D-glucopyranosyl)methyluronate)-5- 
nitrobenzyl]carbonate. 

12. Process for the production of conjugates according to claim 1, whereby a 
compound of general formula (I), in which the substituents have the meanings that are 
mentioned in claim 1, but 

the condition that at least one substituent L 1 , L 2 , or L 4 represents a linker- 
recognition unit of general formula (III) need not be met, and 

at least one substituent L 1 , L 2 , or L 4 represents hydrogen, a group 
C(=0)C1 or a group C(=S)C1, 
is reacted with a linker-recognition unit, which is selected from the group that consists of 
a linker-recognition unit of general formula (III 1 ) or (III 2 ) or (III 3 ), as described in claim 
11. 

13. Use of a compound of general formula (I), in a process according to claim 

12, but 

the condition that at least one substituent L 1 , L 2 , or L 4 represents a linker- 
recognition unit of general formula (III) need not be met, and 
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at least one substituent L 1 , L 2 , or L 4 represents hydrogen, a group 
C(=0)C1 or a group C (+S)C1. 

14. Use of a compound of general formula (I) for the production of a conjugate 
according to claim 1. 

15. Use of a linker-recognition unit of general formula (HI 1 ), (III) 2 or (HI 3 ) in a 
process according to claim 12. 

16. Use of a linker-recognition unit of general formula (HI 1 ), (III 2 ) or (III 3 ) for 
the production of a conjugate according to claim 1. 

17. Conjugate according to claim 1 for use as a medication. 

18. Conjugate according to claim 1 for use as a medication for 
treating diseases that are associated with proliferative processes. 

19. Conjugate according to claim 18 for the use mentioned therein, whereby the 
disease is selected from the group that consists of tumor diseases, inflammatory 
diseases, neurodegenerative diseases, angiogenesis-associated diseases, multiple 
sclerosis, Alzheimer's disease and rheumatoid arthritis. 

20. Conjugate according to claim 1 for treatment of primary tumors and/or 
metastases that are not operatively accessible. 

21. Conjugate according to claim 20 for the use mentioned therein, whereby the 
conjugate is administered in combination with one or more substances to trigger 
enhanced cell death (apoptosis) and necrosis. 

22. Conjugate according to claim 20 for the use mentioned therein, whereby the 
conjugate is administered in combination with one or more substances that is/are 
selected from the group that consists of an LI 9 construct, EDB-fibronectin and a 
combrestatin A4 prodrug. 



